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1 . A compound of the formula (I) 



:> 




N{R5)(Re) 




wherein 
Ri is H; 

Ra is H, Ci-C4all<yl which is unsubstituted or substituted by one or more substituents 
selected from halogen, -OH, -SH, -OCH3, -SCH3, -CN, -SCN and nitro; 
R3 is H, -CF3, -C2F5, -CH2-Z or R2 and R3 together form with the nitrogen form a C3- 
Cgheteroaliphatic ring; 

Z is H, -OH, F, Ci, -CH3; -CFs, -CH2CI, -CH2F or -CH2OH; 

R4 Is C1-C16 straight chain alkyi, C3-C10 branched chain allcyl, -(CH2)o.6-C3-C7-cycIoalkyl, 
-(CH2)i^Zi, -(CH2)o^-phenyl, and -(CH2)M-het, wherein the alkyI, cycloalkyi and phenyl 
substituents are unsubstituted or substituted; 

Zi Is -N(R9)-C(0)-C,-Cioallcyl, -N(R9)-C(0)-(CH2)i^-C3-C7-cycloalkyl, -N{R9)-C(0)- 
(CHaWphenyl. -N(R9)-C(0)-(CH2)i.6-het, -C(0)-N(Rio)(Rii). -C(0)-0-Ci-Cioalkyl. -0(0)- 
0-(CH2)i^-C3-C7-cycloaikyl, -C(0)-0-(CH2)o.6-phenyl. •C(0)-0-(CH2)i-6-het, -0-C(0)-Ci- 
Coalkyl, -0-C(0)-(CH2)i-6-C3-C7-cycloalkyl, -0-C(0)-(CH2)o.8-phenyl, -0-C(0)-(CH2)i^- 
het, wherein the alkyI, cycloalkyi and phenyl substituents are unsubstituted or 
substituted; 

het is a 5-7 membered heterocyclic ring containing 1 , 2 or 3 heteroatoms selected from 
N, O and S, or an 8-12 membered fused ring system including at least one 5-7 
membered heterocyclic ring containing 1 , 2 or 3 heteroatoms selected from N. O, and S, 
which heterocyclic ring or fused ring system is urisubstituted or substituted on a carbon 
atom by halogen, hydroxy, Ci-C4alkyl, C1-C4 alkoxy, nitro, -0-C(0)-Ci-C4alkyl or-C(0)- 



22 




2004/005248 



0' 



CT/EP2003/007005 



0-Ci-C4-alkyl or on a nitrogen by C1-C4 alkyl. -0-C(0)-Ci-C4alkyl or -C(0)-0-Ci-C4- 
alkyl; 

R9 IS H. -CH3. -CF3 . -CH2OH or CH2CI: 

Rio and Rn are each independently H, Ci-C4alkyl, Ca-CT-cycloalkyI, -(CH2)i^C3-C7- 
cycloallcyi, -(CI-l2)o^plienyl, wherein the allcyi, cycioallcyi and phenyl substituents are 
unsubstituted or substituted, or Rio and Rn together with the nitrogen are het; 
Xis CH orN; 

R5 is H, CrCio-allcyl, Cs-CVcycloalkyl, -(CH2)i^-C3-C7-cycloalkyl, -CrCio-alkyl-aryl, - 
(CH2)o^-C3-C7-cyc!oalkyl-(CH2)M-phenyl, -(CH2)o^CH-((CH2)i^-phenyl)2, -(CH2)o.6- 
CH(phenyl)2.-C(0)-Ci-Cioalkyl, -C(0)-(CH2)i^-C3-C57-cycloalkyl, -C{0)-(CH2Wphenyl, - 
(CH2)i-6-het , -C(0)-(CH2)i^-het, or R5 is a residue of an amino acid, wherein the allcyl, 
cycloallcyl, phenyl and aryl substituents are unsubstituted or substituted; 
Re is H, methyl, ethyl, -CF3, "CH2OH or -CH2CI; or 
Rs and Re together with the nitrogen are het; 

R7 and Re are cis relative to the acyl substituent at the one position of the ring and are 
each independently H, -C1-C10 a!l<yl, -OH, -0-CrCio-all<yl, -(CH2)o-6-C3-C7-cycloalkyl, -O- 
(CHaWaryl, phenyl, -(CH2)i^-het. -0-(CH2)i^-het. -N(Ri2)(Ri3). -S-R12, •S(0)-Ri2. - 
S(0)2*Ri2i -S(0)2-NRi2Ri3 wherein the alkyi, cycloalkyi and aryl substituents are 
unsubstituted or substituted; 

R12 and Ri3 are independently H, C1-C10 all<yl, -(CH2)o-6-C3-C7-cycIoall<yl, -(CH2)o.6-(CH)o- 
i{aryl)i.2, -C(0)-Ci-Cioallcyl, -C(0)-(CH2)i^-C3-C7-cycloalkyl, -C(0)-0-(CH2)o^-aryl, -C(0)- 
(CH2)o^-0-fluorenyl, -C(0)-NH-(CH2Waryl. -C(0)-(CH2Waryl, -C(0)-(CH2)i^-het, 
wherein the all<yl, cycloalkyi and aryl substituents are unsubstituted or substituted;or a 
substituent that facilitates transport of the molecule across a cell membrane, or R12 and 
Ri3 together with the nitrogen are het; 

aryl is phenyl or naphthyl which is unsubstituted or substituted; 
n is 0, 1 or 2; 
and wherein 

substituted alkyi substitutents are substituted by one or more substituents selected from 
a double bond, halogen, OH, -O-Ci-Cealkyi, •S-CrCealkyI and -CF3; 
substituted cycloalkyi substitutents are substituted by one or more substituents selected 
from a double bond, Ci-CealkyI, halogen, OH, -O-Ci-Ceall^i -S-Ci-CealkyI and -CF3; and 



